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2, 2- by y^^-wafvK ^^y/l^n^^vK 3, 3, 3 - h y ^/l^nr/n 
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©0T/^/vS (fltl&tf, ^^/K :*7vK ^/H^O^t 1 ^V^t 6 07 
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25 t>JlV\, g&g&tf* 2 £Lb<D#<a\ ^ftjfclittlf -*fcttftfto TV^T t iV\ U 

#y6fcUTtt\ r. r* x-femztiz nt#U£&^ruwct> iv^^TkSfXj *5 
tts ^g^s^^bTv^T l b<3;v^z:'ltl5^o^^b7J<^J ©iBift3£*s#rf fetts 0 

jy^^s, ^u^ism* w*.i£. -7ym. mm, mm, avmm. y^/K * 

30 5vK ^ntf/K -ry^nfeVK y^/K y^^/K s e c-:7*^vK t e r t 

20 
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R£W N R' fcW ^f§ri:(aoT^tH 







H 3 C- 






5 ^^fifc^ttS^iitbfeJciK^SttJ&v^ rtbbtt. Jh|B*ejfelM-6J:$fc*Jfc!£ 

So 
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/-/wr^^^/^T^y, try =*y s?>^f fc©Wjjs#rf htiz> Q 
Hit (fclfctf. tttttt. fiKBfejft. JMtekSittflu Wttftg: (0»J*.»i. 

^^^^ %mm. mmM.. tfyx/^ymm.. p-h/v 

Sift, 1. OtK^P^> 1. 5 7XfO^, 2. O*3fo4&a*0*LV\, 
$Jte&l\ ffiC^Kyy^am Affttictt— $!5£ (II) : 



X1 




(II) 
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mmm mm) ©^ii^^i-ti^^uTMLts, fi^ssr^rur 

15 — JRsSCVII) : 



•7^7 \f (Delavirdine) x y f MJ^^y (Rizatriptan) N K7t boy 

(DolasetronK ^tVKo-/V (MepindololK P^UK (Lisurideh ZP^^J 
(Tadalafilh b & t 9 ^ (Tropisetron) N X^? hV ^ (Sumatriptan) N 

25 7 ta y\) 1/ (Frovatriptan) N T/^^V K (Terguride) „ xl/hJI^^y 
(Eletriptank ✓/I' 5 MJ^y (Zolmitriptan) N ^/U=fV K (PergolideK # 




(VII) 
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/V"<v? K— >V (Calvedidol) % tf? fc° V K n — ;v (Bopindolol) % >f yK55^ 

(IndoraminK ^^^<J y (Cabergolineh T^hP/^y (Almotriptan) N 
^-^r->-<7V^^ (Oxypertineh ^la^r^P— /V (Procaterol) % S^^^W J 9 S 
IS (DideoxyinosineK i/Yzfx>> (Zidovudine), zc^jV^iSls (Epervudine) „ %s 
5 ff-Vls (Cimetidine) > 7^X^fh5i?y (DexmedetomidineK /^h^7^ 
/V (Pantoprazoleh 7^tf0y (Ramosetron) s Totboy (AlosetronK >f 
y/U tfiy y (Idarubicin) N oc^/V:/^ (Eperuvdine) N V/ 7 i?^.MCinolazepam) N 
^^/n— /V (BefunololK t a JKf 7i?y (Pipotiazine) % * fc° *7 * — /V 
(OpipramolK -^^b-X^^y (PentostatinK ^^v^ try (Capecitabine) , 7" 
10 V K~#/W<— h (Prednicarbate) „ xy/n^f^ (EnprostilK ^n^^y 
(Halometasone) N A^U K — A" ( Bromperidol ) N /M3 7 7 ^ ^ 

(Halof antrine) % ^ho^V (Penbutololh ^7KP tf ^ (Cladribine) N h 
7 ^ /V (Tramadol) , ^n^^^U^y (Floxuridine) s 13 *7 ^/ & % ^/ 
(Gal ant amine) , 7^taif;V (Acyclovir), tKn-/W (Nadolol) , J* = 3^^ 
15 y (Scopolamin) , D^t'Jy (Ribavirin), t7ftfi?;V (Naftopidil) , ^flr 
^Sls^-itls (Dideoxycytidine), t Kndfi/i?y (Hydroxy dine), ^n^p K— 
/V (Haloperidol) , n/^;* ^-gXA (Lormetazepam) , ^S^V^ n tfA- (Penciclovir) 



20 (5£3\ #|B^S&teliulB^iI9^fc6)^ 

a; (vii) k&v^-c, A^ite rB&s&^bTv^TtiJ^fc 0 !; s?ygftj &***t-„ 

hz^mtTkmm mtu*. ^^m, n-7-a^s^wi4 

w^y, ^f/vr^/, zn^/vr^/, s^^ts y 



X1 

Y — D 2 — " — Di~W — N 
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T*>J:HEftr^a*^£ aih^ 2, 2, 2 -Ml 7/1. 

fift7/i/^3£ (fliJxLkf, *?VK *7vK T'ntf/i'^©^^^^©?* 
M7/^^;H lf=, K 7P/H^©«»|t2^L6 

TArtr^/umm, «7^s/H /n/NVV^Hf©^ 
IS:2^V>L6©T/^~/v^) % ^B7/V« ^oyaif;K f 

mWc 1 b 6 ©7;^-*;^^tdfi/S^)^7;V3^^;^-;i,s 

^Ll4©7yw^) > TP^t^aH 7x=W^ -7-7^ 

^*^at«t©«*3R6 fcV* L1407J) -;Vt*^),7y ^A^sA« 

25 
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-4- (2, 2, 2-fy7;^Pxhdf>» _ 2 -t°y s?/wj6S#* uv\, 
10 5£ (VII) ^^T, Bgm-f ^ ?V~SVUfrtm&'tZ> rtf^S&^T UTV^T 

^RTti^{itt^i^v^U4^<?5gm^^UTV^-cta:<, f^Iibt^ M 

15 ^n^j^ c#jx.f^ 7^i, mm, *vmm), m^z^^x^ 

XhX^mt^mm (MxJis y^/l^, :t^vi^ N n-^a f/v-^^^^i 
/iV^L6©7;^/Hf), m&&%^VX^xh£^T$ (Wfcrf. T^y ; 
y^vvr^y, vM^/vt^/, ^ y mm<Dm.m%t. i ft 

v^b6©T/V"¥/ws-e^y-g^v>u^-g^$ti/fcT^y^), (#i 

25 Bmx^tstiz rmWkm&^\^x^x*> iv^^^atj ©tts^f t#5t 

30 *i5c2^V^L6 0T/^^/^^). ^o7^S m>tt£, ^nyntVK 
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5 JJ ;VWg<D&mWL 1 U 6 <DTA<3c;V-X;Vi$~;vm^) MMlT A>*> / ^ ;V 

10 jvm (WX.tt^ ^^^t^^*;w#=/vS^o^lc 7 L l 7 ©7 

6^ui4©7y — /«^) s r y — a>#* s/s (#y & r£ % 7 * -/v-^ ^ ^ ^ 
^^^mm<o^mwc6 i 4©7y -;v^^),7y — /v^/^^/i^ 

£ (09*. tf* -*>'3A<f/K t7h^;vS^©^|:6!i^tl 4©7y-;v-^/w 
^^^^w^m^c6 tl4©7y — 

SftStlSteSSJ i ttfi, 77^ ^-^V, fcfn— /k ^f-i/— /K 

^y**t^-^ f7/-;K ^yf7/-/K t°7^-;K 1, 

2, 3-t^ti?7/-/K 1,2, 1,3, 4 -^^i^T ^ 

— /K 1, 2, 3-f7i?7y-;K 1, 2, 4-f7t?77-;K 1, 3, 

30 4-f7i?7y-;K 1 , 2, 3 - T5A- /K 1, 2, 4 - b y 77"-;K fb7 
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y — /k tr v & >\ t° y ^s?>\ t° y ^ ^ ^ tr ^ t? mjt $?v4gs© 5 a l 
fi^j £bTte, tflfrtt, brys?v»as#*bv\, Bgre^^s re^S^r 

^©iRi±^if^^tts^T?j;9«F*u<3®^-e#So ±teik&m (vn) am 
^mnmx^^it^mt>Kx 1 ^xx^x 2 tvxnmmm^xh^it^miiK'D 1 . 

30 ft&mai)<D tzfnY?v?<Dmm*smti:mmm mm) km&mim&wm. 
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H H H H H H ^ N Sr 

O" O cds C& gS 



H 



i / Yj fV\» i -V n- r^Vl 

N N U N N 0 0 U N N=J N 



H H 

, „, , N 

N 

li 



CO ah rvS ah CO 
£6 ££i oi? s_^r 



u \=i a i=i u 




H H 



N N 



c^i c>6 c6 n6 



H H 



Dir £d C£f ^ 
^ CD oA 06 



?^V% ?^V% s^VS, 



II 

N^^J N 



Cn OA OA OA OA 
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N^j 1 N 






a^J n 


"V — ■ 


UJ — 11 


N^ji N 




H 

Co 


H 

CO 


H 

CO 


H 

Co 


H 

ex. J 


H 




N 0 


oo 

N S 





H 






Xi 

X, 

f >~A 

y > Y — D 2 — ^ — D,-W— N 



X, 

II 

Y — D 2 — — D r W-N 



H-A + 

an) 



(IV) 
or 



Y — D 2 — u — D t -W— N=C=X 1 



(D 



(V) 
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H-A (III) &fc\tt<DMblk&m (IV) $i*iteZ:<Dm.hZ>\,^b&W (v) £fci« 

5 (Dm. t & s mmo&feT %> z> v > te#ft&Tx-m& ^tsiiiiao xfc&m a) ^<e> 

m (ink te-S^fe (iv) fc'im^ (v) ©tiUTit Mtilkii w*. 

«I, JUfc**Mfett. y^BMftW, #KSfe& CW*.tf„ Mtift* h 
P7/i/tnS»il, a^^BI^ vK^S, /nft^tl, ^ 

^f-^ Tf7t Kn77^ S^^vloi— t e r t-7*f;Mf;l/x-7 
15 A\ tVVm— t^/K m^w^^y ^vloi— tvI^S) % ^^^/V 

0 (^Jx.f^ *MT^ F\ N, N-^f;l/*/^7^ h\ N,N-^f;>Tt 
20 h T ^ K^) > fr h >m (ffl X. rf > T*fe h ^ ^ f;Vxf;^ ^ ^ y ^ 

/v^r h ^) % - f y ^ (#i|;U2 N r-fe h - h y /K /a h y m<D^ 

25 I^LT, il^2~l 0 Ofgfi*, ^tb<ii5-50f|liTfc5o 

{b^(Iv)*^c^^(D^fesv^^i'^k;^(v)^fc^*^:om©^*^. <fb-a-*& 

(III) jfcfcte^tf):*! 1 *;H^Lt, ii# 1 1 0 *r/K U< » 1 ^tr/V~ 3 

30 fr;b;h,5 e 
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^A^s^bxfi, tfu&tf, ms^s (^j^f^ fizM-rhyr}^ mm*)) 

N-^f;l/t°ti!;i?y % N-^/Wt y ^ N 4 — ^ 5vKT ^ 7 tf y 
£fl N 7h7t Fp^7^ 7th^MJ;K ^0 P ^y^) -e N ^ (vm) : 



m&-&Z^b\z£y)nz>~b&T^Z> 0 fcSV^ (VIII) £fc 

tf^y^ n^a^— > 3 yX (Synthet ic Communicat 
ions) I17t, 1 8 8 71 (1 9 8 7^) ^IB^^^^^rttid^C 

m (viii) o*ituT«, mmmm. mmm.. mmm, 
25 y >-^^) s mmmm m*.&. mmm, h y ^/^^mmm., =*^?wtm., 

--w5i£^r!i£L-c*3:, m%.&. mmi&M m?t&. mm-rhv^^. m®t 




15 Y— D 2 



D-,-W— NH 



(VIII) 
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f;>7 MJ tW7 5: >\ h P rf^f^T ^^^^ 

5 trys?^) ^^tf?>tt6o 

(viii) &fa&to<D&mjz\ttti\zm'rz>Jjmz&<>x 

*) ^ (IX) : 

n 

10 H — D-|-W — N — R4 
(IX) 



Y — — u — OH 

15 (X) 

m (ix) (Dm.kvxte, m%-&* mmmm. m*.&s mmm.. msm. jkit&mm 
20 v^mmm), mmmm. mutt. mm&. n/^^nstfi, =^mm^ 

25 Ko77^ i^nn;**>\ N,N-^WM7^ K^) ^ (XI) : 

ft 



HO — u W — N — R 4 

(XI) 
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ZZbfcJ: k&X%Z> 0 (XI) tf>i££ LTte, ^itf, (M 

*.«r % &Mfegu mmm., M^mmm^ v^mm.m, &wm& mtsu 

M 7L i?* ^sur ^ >^ v y ^/vt ^ >\ tv<? i^^, if n y tr ^< y 
(ix). (xi) * N R 4 *e^$tts^flUEtUTtt % aw^/i^ c 

ter t — \s ^/V^r^-^y^ 7Vi$~;V^ TV/V 

So 

7f7tFo77^ Tirb-hy/K ^nn^^r^ 1,2-^ 

^PP^y, ^f;^/WA7^ -C, 5£ (XII) : 

Jl 

Y— D 2 — LJ — D— W— NH 2 
(XII) 
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mz&zz. tK£V)mz>zk&'T*%z> 0 (xii) ©lium mm 
mm w*.&. mm. mmm., v^mmm). mmwtm. m*-&. 

I^lt, hy7/VtPitI, as^ftJIU ^W^BttU ^A'BMtU T'Plft 
££W5IJM*!lfcU-CWU flljSttf, Mth^A, ^ 

io t'^ys^ N-^f;vt°ny^y, N-^/we/i^y 

(xii) atztfL*:(n>m±, &fc&to<D%mx&z:ti\z.m-rzj7mz£<>Tm 

15 #) 5* (XIII) : 

H 

H— D^W— N— R 4 

(XIII) 

Jl 

Y— D r JJ — OH 
20 2 

(X) 

25 « (xiii) ©tium (^ix.^ gn&tfu mau mb** 

tttt. y ^n&^h mmmm. wx.&, mmm* h y 7^tBi»i, a/^itau 
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Ff77^ i?^nn^^^ % N.N-^f/^/^TU'H) <K 5£ (XIV) : 



Z>^h\z.£X)%Z>^k Z> 0 (XIV) (DMt LTte. MWMM M 

10 mmm, mmm., M^mmm., v^wtm.m). ^mmm mtt.^ mm., 

h5 7A'*nftii, =»'^Bfe!ft* "^W^Wftx 7°n^ty^I N 

15 mfttt. f;vr ^ ^ hv ^?vr ^ tr^7 t°ny y 
20 ^cisx/v^^/v-ms r y /^^^/v^/i^ c 

So 

9^ T-feh^fy/K ^on^^y^) "Cs 5£ (XV) : 




W— N— R 4 



5 



(XIV) 
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X 2 /"R 
Y — D 2 ' — 0 — Dy-W' — NH 

(XV) 

bK£V^z>z.b&X%Z 0 £>5VM* N fc&m (XV) -iifrn^cDi&b ? 

"T^y? a^a^-j/gyX (Synthetic Communicati 
ons) I17t, 1 8 8 71 (1 9 8 im fc|B«©:#«fc*;fctt£ftK:^fcfc 

(xv) ottiuttt, 09*.^ mmrnm. mm. mm&, finmm., jkitxmw&L* 
v^mm.^), mmwtffi. wz.t£. imsu hv? z*^*wt&* 

z^x^omwtmtvx^ mfttt, mmmm m*-&» mmi-hvv^ mm 

^cc^/k ff7kKP77^^PP^^y>N,N-^ f;v*;l/A7 5: K^) 
5£ (XVI) : 

r' I 

H— D^-W-N— R4 

(XVI) 

X*mt> £ *L5 <ffc<g>4&3: ft \tt (DM t \ (XVII) : 
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Y— D 2 ' — OH 

(XVII) 

m (xvii) ©tiuit mx.te, i&mwtm. mz.it, mmm, mmm, Mfc^m 
ts> v ^mmm). ^mkrn. mz.&, m^m., h v y/v^-nmmm^ =^ mm., 
•^u4>mm., ~7-?>vmm., f^^ts ?^>mw., m^mm., %mu, m 

10 ?jH6o 

t Kn77^^op^^^ n, N-^;*5vV/!WAT^ K^£) 4\ 5* (XVIII) : 

X 2 /-R 

|| I 
HO — — W'— N — R 4 

(XVIII) 

Mt, Y-D 2 ' -H^feStuS-fb^^SrJIB-a-*^^ jKSKUt&tTJ»«« 
-f-5£fcfc«fc 0 #5 5„ fls^ (XVIII) ©ItUTIj:, iilf, Mill 

% (w*.wr, sti, miis, yytt^)> <0n*.wr, 

20 MJ7/V^-ng^^^ s s'^gfc£U ^nt'ty 

(011 &k£. T-fe^/K ^/V^/l^-A^h ^^/t^ N t e r t-'f^A'* 
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So 

^^^ttS^^b^ (VII) %^m^f!li Ur, ffi^Si^, J&A (6 0 k 
g) I^USPKltt4tSi^ 3r3frj£#£ LT$J0. 5~1 50 0mg/9, 
&tb<l^5~15 Omg/0^5,*»»(DWP K^y^b-a- 
J&te, 1 B l[U^fc«2~3llI^itT^#UT , |>J:V\ 

^s^ff 0<I*Lfc£. H^S^JK&ttSj®!^ HHRj&k ^^ilx Tk^fc 

25 im&k sisfc&k ^wm<DmMm&m^z>z.khx^z> 0 

m mi&mi atit m*.^ d— -ca/^a/, 

-^**-*\ jgi^vn^, i&sc«^-r@^ s^b^^a^f e>*t5o 
^ r?t^jj i:Lti^ ^!j^^ N xrry i/a^g^^^ 

30 ^ rM-8^Rlj iUm 0t|;ifc£> bKodr^o^t;H3^, tKn^f^ 
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9lfT=?A^ •tf^V, teflKft^fc Ko^a tf/Hr/Ha — 

m rffiMMl ttm (1) ^n^^tf (2) ^C2X^7/^ a-^^- h y 
5 ?A (FMC-Jtfrffej&k "(3EH3gia) ^-^HW^Rli: 

(5) m r^o^TKtf f>-j ib-cra, jf?yif= 

/w^y tfn y (pvpp), i-fc*~^-2-t 0 nyiV^*^y^~£:ffc£ 
10 *T,-c^5k<£>>b^-g>s i-^^^/v-2-t 0 ny^7^5iN^E-^y^— k^5fc¥& 

CL (BASFlii), #U/7^F^XL (ISP|ti), ^y^^^FVXL- 

10(1 spftS), /Ky ~fy^ KyiNF-i o (i sp^±M) ^i?&5 0 

15 l:Kn^7'tit>t/l'P-^ (£ATs H P C fc|B«H-<5 ^ t &h%) #£>-fe/H=t 
-^fi^f^ jKy lf-/vt: 0 n y K^£U ^ ^ y CM*.tf, 
t Kn^rTn fcVl^^VV-fe/VP— * (J^T. HPMC £1E«&-T5 r b tffoZ), * 

^yr^D/^tMJ^A, ^y if^^r/v-^— Tvi^^-T-hy 

20 -^a^o m$mf btiSo 

m*^sm-e^5o ^hy ^A^m^tt^iait^ur^ ^m^-hy 
25 «> a % ^7jcm^- h y y ^tK^-^ h y ? A^s^ff ^tb^o y ?A 

04ft£tiMUtt2: LTta. fllfctf, V ^BfaK** y ^A^tffeii 

m^y^i/?^ m^^^t?^, 7&mik-?y*^vj>>, ttmrnr/v^ism-* 

30 [Mg 6 Al 2 (OH) 16 -CO s - 4H 2 0) *5 itfiMfcffcT/l'S ^ • 
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3— 7K D— SfeAW^S'S^'K ^9 /K h y y y 

fc'-;V7;l/3-;l/ x # y t^/Vfa y F>\ ^^^^^t/VP-^t h y 

« r^Sf^rflJ £LTte, WZ-tts Mitt. MSs *^mtt^tf>^ 

WR^aifcrf fetus. 

m rRFJKjSfij turn 0!l*.rf, ^9**S^fcA#H*^^A«, ^nny^y 

25 — /^^^(f^HSo 

tt r*fe*flj irbTfi. «*.HT, 4UB**fe5-9\ ^#^2^ ^JUTfe 

« r-H-ijfejSRij turn Mx.tf, f-s^y w-hy ^y^y^-#y 

30 R r^^jj iLtii, «*.wr. m^^m). m^wt. v^^mm 
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m mmm iim »«^rfb*ts 0 

_h|B rj»&&&BJlJ £ UTte. mzL&, -fc/na— *T-fc^— Y7 ? V- V (CA 
(Eudragit) L30D-55 (fSA^g ; ^*±^) , = y=i — hMAE30DP (fBj 

[0»J*.fc£s ^-f K7^^ bNE 3 OD (ffidMSK hRL 3 0 

25 D (igj&^K ^ K?«PyhRS 3 OD *M ^©#^Cl4^f!l ; 7X^'|4i^ 

hpxf/K ^y^w^y 3— /K Tir^vWfc^e/^y iry K> 

_hfB r»p#Jj tlt^ *«st£»7Vi' = — /V (0O*.tf % V/Hf /K 
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i!J^n-;Vf). ^|t^n-^ (#!lx.k£, W^KG 801, TH't/WP 
H 1 0 1, Tlf-fe/VPH 10 2, Tlf-fe/VPH 3 0 1, Ttf-fc/l'PH 3 0 2, 
T If t/VR C - 5 9 1 G&ftir/vn Wo^thy>?A) 4K1Rifc£ 
t Kndri/^a tfVUr/Ha — * (0»J*.tf % LH-2 2, LH- 3 2 , .LH- 2 3 , 

5 lh-3 3 mmit^ m)) *$£x*z.in ^*rfe>^ $ e> 

m. m&w, &m%h m*^ ^jn-. m^j, mm. mm 

io tt&m (vii) h. bra ]) M<DWMttife<f>it.v>\z.vi.^ ffimmtomm 

20 tt^K&IK)^Sk<D*t*fciftV\, 

'H-NMRtt, Varian Gemini-20 0 ^fd^Me r c u r y — 
3 0 O&m^XmfeV, CDC 1 3 , DMSO- d 6 , CD 3 OD^|^ L-TJBV\ 
l^^¥©T h 7 ^ ?5 5 ^;V^/7 b ( p p m) £^Lfc 0 

25 ^<Dm(D*mm^*<Dm^teUT<on$i&iF-r 0 

s : ^V^l/y b 
d : h 
t : MJ h 
q : h 
30 m : ^vl^^Vy h 
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br : ^a- K 
bs : /n- F'^Vy b 
bm : — Fv^Vy h 




H 3 C 

2- [(j: h^^/Vo^/V) (y^/V) T^7] Jt^vV' ^^/V # — /J?^— h 

2 - f;VT 5 / ) / — A- ( 1 0 0 g ) (DftM^^MWi (lOOOmL) 
\Z\?V&> (2 22mL) SrJfl*.* tK^Ts ^t«iit|x^ (2 4 0mL) £2 
10 ^FiS^ftTlTLfc. »TJfcT3L S^^^m-ei 8^M»#Ufe. 7k (3 0 0 
mL) SrJP^., im»^WB«r#»tUfcfL INikm (2 0 0mL) irUfP^zK 
(2 0 0mL) "t?^Ufc 0 &StM0»7^ y MJBEM£U7c Q B 

mm%mmmmirz>z.k\z.£y)^m<k&V!} (iso g ) 5-1 0 o°c cje 

yj:0. 1-0. 2mmHg) tf>$E<fe|g#£ bT#fc 0 
15 1 H — NMR (CDCI3): 1. 20-1. 40 (6H, m), 2. 97 (3H, s), 
3. 50-3. 60 (2H, m), 4. 05 — 4. 35 (6H, m). 




Gl 

! 

2- l(?uT2jj;vi$~;v) (y^A) T^/] ^^/v #—/}?^— h 

20 ##Mlt?#fc2- [(^ (y^/V) T^/] oq^/v- 

3}?^— h (15 0g) <£>Ti? b~ h y/V-^ (1 5 0 0mL) ^^-^ri/m^y 
^ (2 0 0mL) Sr^P^ 4 0W3S«EUfc. K^Sr^tH^b^m. 
(5 0 0mL) — TfC (7 0 0 g) -g^gfcat^/W (3 0 0mL) ©JS-g^fc^ LTo 

25 rc^-A* (5 0 OmL) Ufc 0 Mts^vHi (3 0 OmL), ftfr 

^Tjcm^-b y #*jfc^(3 0 OmLhjfi5fotfeE*<3 OOmDt'lWU 
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9, wmitsm (7 7 g ) &m&i 00-105^ imt> 0. 1-0. 2mmH 
g ) ©ifis^attfe. 

X H — NMR (CDC 1 8 ) : 1. 33 (3H, t, J = 7. 2Hz), 3. 12 (3 
5 HXO. 4, s), 3. 22 (3HX0. 6, s), 3. 68 (2HX0. 6, t, 
J = 4. 8Hz), 3. 78 (2HX0. 4, t, J = 4. 8Hz), 4. 23 (2 
H, q, J=7. 2Hz), 4. 30-4. 40 (2H, m). 



10 2 — b Kn^S^^vV {^^-JV) #/W^>-@£t e r X—"f^jV 

2- (^f^7$/) /V (3 0. 0 4 g) tW^Wt^f-J^ (9 OmL) (£> 

2g^^^T, ~m.WLi?- t e r t (8 7. 3 0 g) kSfflfc^/l' (1 

omL) oi^^iTLt S[a*e2i*MjWMi, mm^mvfro mmmzmwt 

(1 5 OmL) fc»fllU 7K (1 0 OmL) Ti5fc*#-fL SlTkflftBfe^-* V * 
15 A-elfe&L-fc.. Mff^L, «JSfc<a-4& (6 6. 19 g) &m&mfttot lt#fc, 
1 H — NMR (CDC 1 3 ) : 1. 47 (9H, s), 2. 92 (3H, s), 3. 4 
0 (2H, t, J = 5. 1Hz), 3. 7 2-3. 8 0 (2H, m). 



20 2- Ot^vW^yO TiTX— 

2- C*^VKT^/) ai#S*-/l> (1. 5 0g) bW&t^^Jl' (2 OmL) <Dm 
^m^TK^T, ~mWti?-t e r t-^/U (4. 3 7 g) *r«&bnUfc 0 *^T. 
1. 5NFK^^> &*BHft (2. 0 8mLK bTP^^ (1. 7 8mLh 4—5? 

^ ^/t°yv ? ^(o. i2g) £r»n ufco 2 RftiQft&gK Rmmz. 

25 HHxf ;l/ (5 OmL) i (5 OmL), 5 ( 5 0 mLk 
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mm-km*. (somD -e^u^o M^mm^^^y^^x^m^ mmmmv 
tc 0 mmm^^Nmt^m-mm^^m (20mD mrr?2H#r^ 

#bfc 0 S?^?vWt— ^ (lOmL) Sr^PUT, «fW Lfc@f££$Jt&Lfc: 0 ^ 
JET'^U SMte^ (2. 9 3g) LT#fc 0 
5 X H — NMR (DMSO-d 6 ) :2. 07 (3H, s), 2. 53 (3H, s), 3. 

12-3. 17 (2H, m), 4. 24-4. 30 (2H, m), 9. 29 (2H, 

b r ). 



10 2— U^/VT^y) ^^/V- # — z}?^— b^^M 

##0ij3^#b*Lfc2-t: Ka^v^rc^/w (^/V) #/W^^t e r t —"f 
7 5g) bW&t^T'fi' (2 OmL) ©jft^fcfcbTy 5?^ (0. 9 7mL), 

4-^f/vr^/t°y^/ (*«*) «r«&*ii u-fctu txixx®m.^*f-?v (i. 2 

5mL) Sr^TUfc 0 ^m^/Pt-^t^ Lfc^ BB^^A- (5 OmL) ^JDi. ?X 
15 (5 OmL). 5%^^7k^ (5 OmL). t&fiJ&foK (5 OmL) "T??5fe^L. 

(lOmL) SrJSJ&dPUfc. 2 ^ffflj»#«, ^m^/V^-^/V (10m 

L) «rift&PU*t\ 3WttiUfe@frSr*«tLfc. fcfcJBETffciftU SHHb-a^ (1.6 6 
g) LT#fc 0 
20 *H — NMR (DMSO-d 6 ) : 1. 23 (3H, t, J = 7. 1Hz), 2. 54 
(3H, s), 3. 16-3. 22 (2H, m), 4. 15 (2H, d, J = 7. 1 
Hz), 4. 3 2-4. 3 7 (2H, m), 9. 25 (2H, br). 
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mM\?X (Ml^po^f/l/) (2. 9 7 g) ©rh7t Kn77^t (4 0 m 
L) }^7K^T, fc 0 y^>- (2. 4 3mL) ©7h7kKP77« (lOmL) 
^rlTbfco 7Jc^"F. 10«m 7h7tKot°7y-4-t^ (1. 9 
1 g) ©7h7t Kc77yM (2 OmL) &#>o< ^TLfc. tm-C2^ 

mw&. mmmmv, mmm^mm^^ (5 omu (soma ^n^fc 0 

^m^/VS^r^b, 0. 2N&M (2 OmL), t&fn^i&Tk (5 OmL) X»$cfr 

d. 5 3g) &#fc 0 ##^|3T?#bttfc2-t: Yu^ls^/V 
(ff-jV) jfr/W^^Bfet e r t-zff-^ (1. 4 0 g) £7^ b7t Ka77y (2 
OmL) <£j^a«<: fc° J> (0. 7 8mL) ^»Lfcf, _LfB-e# *bfc ? 
^n^^ b7tKP t°^^-4— f/W (1 . 5 3 g) (D^T h7t Ko7 7^f 

(i omL) ^itl, ^.m.x-m^m^tc 0 Kj&m%mmmm&, tk (5 omD 

^^^V (5 OmL) -ettttiLfc 0 5%^^^tK^ (5 OmL). 

fq^TK (5 OmL) -e*5fc#-L, m?kmWt^ &X&MVtc 0 

j^v^T3 : 2t?^m) x»mmvfr 0 ^btitcm&mytm (2. 0 3 g ) srv^^vv 

^•—TVV (2mL) {C^L, 4N^7X^-@^m^/V^ (5mL) £»Bb 
fc 0 t^3 0^im (lOmL) MBIT, *!H£3t# 

Lfc 0 WfflbfcHfcSrSH&U iJET^it-C, i!M>fb^ (1. 2 0 g) 
@#:i:LT#fc e 

X H — NMR (DMSO-d 6 ): 1. 5 0- 1. 6 5 (2H, m), 1. 87-1. 
98 (2H, m), 2. 54 (3H, s), 3. 20 (2H, m), 3. 40-3. 5 
0 (2H, m), 3. 74-3. 8 3 (2H, m), 4. 36 (2H, t, J = 5. 
1Hz), 4. 7 2-4. 8 3 ( 1 H, m), 9. 32 (2H, br). 

mmmi 
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0 



xsf-fV 2- (((((2S, 3S, 5R) - 3 — TS* K— 5 - (5-y^vV-2, 4 
4-i?tKn-l (2H) -If!) fh7t Ko-2- 

77=/V) y (y^) T^y) b 

5 (2S, 3S, 5R) -3-T^K-2-t Kn^f;V-5- (5-y^/W 

-2, 4-i?^y-3, 4-^tKn-l (2H) - fc? 17 5 S?-^) 7f7tK 
P77^ (0. 5g) ©7h7tKo77y (5. OmL) mm^0^M 2 
2- [(^nn^/i/to) (y^/l-) T^yD^/v ac^vv #-3i^— h (0. 
4 3 6 g ) N hV xf;l,7 $y(0.391mL),4-^ f/V7 5 / tf P i?f ( 0 . 
10 0"2 4 g) ^P^L5 0t:T*2^ra^Ufc o ft U W 

as trisfp^TK-egfe^. «7Kra*7- h v * & -enm u mmmm-tz 

^M-fbl^ (0. 4 5 g ) 5r^fe?ft^i:UT#fc e) 

X H — NMR (CDC 1 s ) : 1. 31 (3H, t, J = 6. 9Hz), 1. 92 (3 
H, s), 2. 2 0-2. 5 5 (2H, m), 3. 0 1 (3H, s), 3. 40-3. 
15 6 5 (2H, m), 4. 0 0 — 4. 5 0 (8H, m), 6. 11 ( 1 H, m), 7. 2 
2 (1H, s), 8. 7 0 (1H, b r ). 

mmm2 




2- (((4- (((2- (((i^T/T^y) (y^vKT^y) *^U>-) 75 
20 y ) * ^/v) - 5 - y lH-^5 ^V— /w- 1 — f ;v) 5i>v 
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rfs/U) T^y) ^7-/J?^— h 

4- (((2- (((^ryr^y) (^^vkt^/) ^fwy) 7^;) ^/w) ^ 

-5-^f/V-lH-^^y-/V (0. 5 g) Off7tKD77 
>- (10ml) $&f£fc###i| 2 -e#fc 2 - [(^ a n #A-tff ^>V) ^/V) T ^ J ] 
5 cn^A- f (0. 5 54 g), M> ^ ^ ( 0 . 4 14m 

Lh 4-^W^t'yi?y (0. 0 24 g) ^OiSOttl 8H#Hfl^#U 

io srtsa^ift^ (o. 4i4 g ) ^ifeifratufco 

1 H — NMR (DMSO-d 6 ): 1. 21 (3H, t, J = 7. 3Hz), 2. 16 
(3H, s), 2. 61 (2H, t, J = 6. 9Hz), 2. 69 (3H, d, J = 
4. 6Hz), 2. 95 (3H, s), 3. 33 (2H, t, J = 6. 9Hz), 3. 
63 (2H, t, J = 5. 1Hz), 3. 65 (2H, s), 4. 11 (2H, q, 
15 J = 7. 3Hz), 4. 73 (2H, t, J = 5. 1Hz), 7. 12-7. 03 (2 
H, b r), 7. 7 8 ( 1 H, s). 



2- [^^/V C[(R) -2- [[[3 -^^VV-4- (2, 2, 2~MJ7/^nx 
20 ^/l-] ^;l/7-{=/l/] - 1H-^^ A- 

1 — f;V] 7^7] J^A- T-fe-X— b 

^mt^ (MI^BB^ ^/W) (0. 50g) ©Th7t KP77 (30m 
L) (-Tfc^Ts K°Vi?^ (0. 4 0mL) ©fh7fcKo77^ (lmL) 3r 



^«J3 
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<?/U T±T~ hrnmm. (0. 7 7g) &»]Lfc 0 hyxf^r^y (0. 7 0 

mD ©^bytKpy?^ (lmD &mT&, m.ux~ lmmnw^fr* m 

JE^*§^ m^m^k (5 0mL) &#P;U @^g|^^ (5 0mL) T'iWLfc. 

5 g^^/v-ji sriaf o^^tk ( 5 o m d T-sfc^iL tiTKam^ V & x-tfcm b 

fco »^Th7tKP77y (20mL) fcll&filLfcio (R) -2 

- [[[3-^^vV-4- (2, 2, 2- b V ~7)VJrxx*. h^i/) - 2 - 

^ ^)V\ 7,?V7^^;V\ - 1 H-^^X-f ^ /V ( 1 . llgK 

5:/ (o. 84mLK 4-^^r^;t°yi?y «r«&bdU 6 0 o C~e 

io ^^#Lfc 0 mmmm&. nmm\^ (50mD ^p^., ^xf/Ksom 

L) -CttttlUfco ^^/v^^ria?P^i£7K (5 0mL) *T?i5fe#-^ U^Mm^V 
7 4— (f^j^/V- : ^i^^= l : 1, g^TH^^/H?2£ttl) T?*f§gU $ 
15 Tlfflfc^/K : ^31^= 1 : 4. ^tl : 1 Tit 

«®fb-a*» (l. I3g) ^ffeT^r^^B^ilTi 

fc 0 

1 H — NMR (CDC1,):2. 10 (3H, s), 2. 24 (3H, s), 3. 0 
9 (3H, b s), 3. 6 0-4. 00 (2H, br), 4. 2 5-4. 5 0 (4H, 
20 m), 4. 8 9 ( 1 H, d , J - 1 3 . 3 Hz), 5. 0 5 ( 1 H, d, J = 13. 
3Hz), 6. 65 (1H, d, J = 5 . 5Hz), 7. 35-7. 51 (3H, m), 
7. 80-7. 90 (1H, m), 8. 35 (1H, d, J = 5. 5Hz). 
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2- C^^/V [[(R) -2- [[[3-^/V— 4- (2, 2, 2-hV? 
/VtPi b V) - 2 - 1° y S?A] * ^vU] *A:7 ^ =A] - 1 H — O'X^ * # 

5 ^tt*^ (MJ^Pn^f/V') (1. 3 1g) ©7h7tKo77^i(4 0m 
L) JcItR^T, t o y^>- (1. 0 7mL) ©fh7tKn77^H (2mL) £r 
^TUfc 0 *IO£T> 10«m ##^l5T*#btvfc^/V 2- (^AT 
%—i$*—ym$m. (2. 0 2g) Sr^Pbfc 0 MJxf/wr^y 
(1. 8 4mL) ©7 1 h7tKP77^I (2mL) ^iTts StB.*C 1 R$W8t 

10 wvt- 0 m&.mffi&, nmm\z7k doomD &m%.^ mm^^ doomD 
■ettwife, mst^^m&o. 2Nmm (somD, mw&.m& doomD 

77^ (5 0mL) {c:^«?Lfc„ (R) -2- [[[ 3 ^A- 4 - (2, 2, 2- 
15 -T^^y-A (3. 69g), bMW^y (2. 09mLh 

$/tfyi?^ (o. i2 g ) ^ttu 6 0^6^ ^mi?8^ra»#ufc 0 

«EE8M6SL ag^^TK (l o OmL) Sr^n^s m&^fr (lOOmL) -ettm 

S«cn^/t/««:ISfMdfcfc (10 OmL) -C«fc^«. 

ufco m&mm®.. mm® v * 7A^vh^7^(^ 

8 4g) &m&.®ftb bT#fc 0 
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X H — NMR (CDC 1 a ) : 1. 32 (3H, t, J = 7. 2Hz), 2. 23 (3 
H, s), 3. 10 (3H, bs), 3. 5 0-4. 20 (2H, br), 4. 22 (2 
H, d, J = 7. 2Hz), 4. 39 (2H, q , J = 7. 9Hz), 4. 45 (2 
H, m), 4. 80-5. 15 (2H, br), 6. 65 ( 1 H, d, J = 5. 6H 
5 z), 7. 3 6-7. 5 0 (3H, m), 7. 84 ( 1 H, d, J = 7. 8Hz), 8. 
3 5 (1H, d, J =5. 6H z). 



2- Iff-JV [[(R) -2 - [[[3-^^V-4- (2, 2, 2-f]J7;Vi-Ox 
10 h^) -2-t°!)^;V] *^?V\ *;V7j~/V-\ - 1 H-^X/f 5^/-/!/- 

*~ h 

&M\f* (M)^pp^ ^/V) ( 0 . 4 8 g ) (D*r Y *7 t Kb 7 9 (20m 
L) }^tK^T> t°Vv?y (0. 3 9mL) ©Th7fcKP77^t (lmL) £ 

15 iiTFbfco tIc^T. 2 0^W5im ###|6 -?#£>;ft#: 2 - (p^a-t^/) ^ 

^/W 7h7tFof7y-4-^ # — ^IWtt (0. 9 6 g) 

Ufc Q MJ^^/VT^^- (0. 6 7mL) ©7h7fcKn77^I (lmL) Sr 

jrtsl ^T*2^w^#bfco nmm\z* (somD b 

Wt^A' (5 0mL) -ettmLfc 0 mm^7'/l<'m&0. 2NM (20mL), 

20 ^mtk (somD -ea^su mx.mttv?**'* ^nmvfa 0 mmmffiv, m 

mm&TYy^Vxiyjl/ (20mL) \Z.mBVtc 0 (R) -2 - [[[3-^/V- 




0 
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4- (2, 2, 2-M)7;vtPxf^» -2-t°yv?M ;* ^VKl 

)V\ -lH-^yX^^y-;V(l. 2 6 gh b y ^;V7^ ^ (0. 7 lmLh 

4-^W5/ t°y S^f (0. 04 2 g) ^»L, 60tT'6^, Ml* 

8mmmwvtc 0 mjzmm®.. mmm-fc (somu mm^^ (50 
5 mD -ejsmufco mM^^m&mn-ki&fc (somu -esa^. &st«^ 

S^irif), ^0^-8^ (l. 4 5g) <H£fe@ft:t bT#fc 0 

10 *H — NMR (CDC 1 3 ) : 1 . 64-1. 81 (2H, m), 1. 92-2. 03 
(2H, m), 2. 23 (3H, s), 3. 09 (3H, bs), 3. 40-4. 30 
(2H, br), 3. 45 — 3. 57 (2H, m), 3. 87-3. 9 7 ( 2 H, m), 
4. 38 (2H, q, J = 7. 8Hz), 4. 45 (2H, m), 4. 77-5. 1 
5 (3H, m), 6. 64 (1H, d, J = 5. 7Hz), 7. 3 5-7. 5 0 (3 
15 H, m), 7. 83 ( 1 H, d, J = 6. 9Hz), 8. 35 (1H, d , J = 5. 
7H z). 

mmme 




2- [[2- [[[3-^ 9VV-4- (2, 2, 2 - h V 7;V3ru^ V 

20 - 2 - 1° V it/l-] * ^vKl ^7 -f —AO - 1 H-^J/X^f 5: ?V*—;V- 1 -^/V] 
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^lt^ (h'J^nn^ ^JV) ( 0 . 5 8 2 g ) <DT h9t KP79^t ( 2 0 
mL) (^tR^T. t°yi?y (0. 4 8 5mL) ©7h7t Kn77^ (lmL) 

^^/i^ fh7t KPt'7^-4-^;v fiMik (1. 4 3g) ^ 

5 MVtc hV ^/IsT^ls (0. 8 4mL) <DT h9 t Ko77 % /M (1 mL) 
SriffiTfL ^®T*3^^#Ufc 0 ^ffilML (3 0mL) ^nx.. 

^oc^/v (8 0mL) X-mmVtCo ffiM^'l'm&Mftlkm.Tk (2 0mL) -T?$5fc 

> (2 0mL) {^^UfCo 2- [[[3 -p^A— 4 - (2, 2, 2~MJ7;Vt 

A (1. 63gk (1. 23mLk 4 ^7 ^ / t° V & 

is (0. 0 2 7 g) Sr«a«U 6 01CT'17. 5^rIW8l#U^:„ MJE^^s 
m\^7k (5 0mL) &M%-^ mk^TA' (12 0mL) T»i*fiJ Ufc 0 H^^AJi 
£rt&?P&&7k (3 0mL) T?$5fci£^ 4^* V ? AT?ft*Lfc. ^jEEft^ 

= 1 : 2 S iV^l : -PiUUfc. »V^/yA^9^o^f^ 

7-7 4— {%m^;V : ^f-^ = i : 1 s 2 : 1 ^ffi) -ClflEKL-fc. v> 

xf/wx-^i^ifttsr £fc«fc*K ;££J@fc^ (l. 2 3g) 

20 1 H — NMR (CDC 1 8 ) : 1. 64-1. 81 (2H, m), 1. 92-2. 03 
(2H, m), 2. 23 (3H, s), 3. 10 (3H, bs), 3. 40-4. 3.0 
(2H, br), 3. 4 6-3. 5 9 (2H, m), 3. 8 7-3. 9 9 (2H, m), 
4. 39 (2H, d, J = 7. 9Hz), 4. 45 (2H, m), 4. 77-5. 1 
5 (3H, m), 6. 65 ( 1 H, d, J = 5. 4Hz), 7. 3 5-7. 5 0 (3 
25 H, m), 7. 8 5 ( 1 H, m), 8. 3 6 (1H, d, J = 5. 4Hz). 

mmm7 
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F F 



F 



0 




2-[^f;V[[2-[[[3-^^-4-(2, 2, 2-hy7;^ox 
h - 2 - h° y ^ J-;V\ 4 c=.;U] - 1 H--<^XV ^ 

^fcT* {YV (0. 5 8 2 g) ©ff7t K*:?^^ (2 0 

mL) fclTK^T, \?V i?> (0. 4 8 5mL) <DT h7t Kn77^if (lmL) 

*mrv*i 0 KfitT. 3 0OTm ##^!i5T*#e>ttfc^^ 2 - 

T^/) TJ-^-hm^ (1. lOg) &»BLfc 0 hy^^rs 

V (0. 8 4m L) ©7h7t Kn77^i (lmL) ^fTi> ffitT? 3 I^HQ 
»#bfeo fcfeBE»*83L am^^C (3 0mL) ^P^ N Mfca^/V' (8 0mL) 

Tttwufc ntx^i^iftAi* (3 0mD -eas^au mfcrnm-rmis 
tJx-emmvfto mmmmv^ m&m&Th?* (20mD \zmmi^ 

tCo 2- [[[3-^^/W- 4- (2, 2, 2- MJ^/l^HJ: - 2 - t° P 

^]^f;u]^7^^]-iH — 63g), hV*- 
(1. 23mL) x t°y v?^ (0. 0 54 g) &j&Dn 

U 6 0tt*14W#Lfc o ttSttNFft. »«»^7K (4 0mL) fc&D*., & 

m^/w cioomL) -ettaibfc. Mmx-T-Armtrmnim*. oomD 

X^&fv^h???^— (mk^fr :^*ry-ls=\ : 2. ^tl : 1^(±}) 
= 1:1, ^T2 : lT?»tll) TOSH'S - £ J; 9 % MMs** (1. 2 7g) 
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X H — NMR (CDC 1 8 ) : 1. 32 (3H, t, 3 = 7. 1Hz), 2. 23 (3 
H, s), 3. 09 (3H, bs), 3. 5 0-4. 76 (4H, br), 4. 21 (2 
H, q, J = 7. 1Hz), 4. 38 (2H, q, J = 7. 9Hz), 4. 8.4-5. 

14 (2H, m), 6. 64 ( 1 H, d, J = 5. 6Hz), 7. 3 6-7. 4 6 (3 
5 H, m), 7. 83 ( 1 H, d, J = 7. 2Hz), 8. 34 ( 1 H, d, J = 5. 

6H z). 

mmrns 




CH 3 



2 - l^^jV [[2- [[[3-^A—4- (2, 2, 2- MJ :7/K*-nre 

10 - 2 - tr v vvv] ^ ^/v] ^7^7 -f — ^] - 1 h — o-x-r 5: yy— /v- 1 -^r a-] 

^^f^ (fij^pp^ ( 0 . 5 8 2 g ) <£>x h7t Ka77^ ( 2 0 

mL) ^7iC}^T> t°y W (0. 4 8 5mL) £>5r h 9 t Kp77^M (lmL) 

i»TUfc. 7ki£T> l^«#^s ##^J4i?#^tt^2- uw^y) ^ 
15 ^/V- 7tf-bMI (0. 9 2 2 g) 2:»lUfco hyxf;l/7^y (0. 8 
4mL) ©fh7t Kcyy^f (lmL) ^STt^ ^?i.-e2. 5^»#U 
fc 0 ffi.J±.Mm&, Bf?#?Klzk (4 0mL) ^D*.. Mfc^A' (8 0mL) X*&m 
Lfc. I^^/HiSrl&fq&gTk (2 5mL) r^ftfe, MtK^^ V !7 A T? 

ifftib, ^«rfb9tKo77>' (15mL) mjg«?Lfco 2 
20 - [[[3 -^5VV-4- (2, 2, 2- b V znvurxizc h*^) -2-t°y^] 

yf^] ^7^^;v] -ih — ^X/f^^ci. iogK by ^^/kt 

5^(0. 84mL), 4-^W5;if?i?y (0. 0 36g) »U 6 
0 < CT?4. 5«MRHt#bfc. KEMfflL mmm\^ (4 0mL) fcbP*. % 
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(8 0mD -e^mufco mm^^m^ma±m^ oomD -e«3#«, 

b^77^- (i^^m^/V : ^dr^i/= 1 : 1, g^T 2 : 1 -CRUSH'S 
££fc«fc *K «»fk;^4& (1. l 8 g) &M&mfck LT#fc 0 
5 1 H — NMR (CDC1 3 ): 2. 10 (3H, s), 2. 24 (3H, s), 3. 0 
9 (3H, b s), 3. 6 0-4. 0 0 (2H, br), 4. 2 5-4. 5 0 (2H, 
m), 4. 38 (2H. q, J = 7. 8Hz), 4. 84-5. 18 (2H, m), 6. 
64 (1H, d, J = 5. 6Hz), 7. 3 6-7. 4 8 (3H, m), 7. 85 (1 
H, d, J = 7. 8Hz), 8. 35 (1H, d, J=5. 6Hz). 

10 mmm 9 



2- [ C [5-* h^V-2- [ [ (4-* h^V-3, 5-^^A— 

2-t°y^) ^^/v] ^/V7^^/H - 1 h — 5: 1 — i si-] 

15 ft^lf * (MJ^PP^ ^VV) ( 0 . 2 9 1 g ) OT b7t KP7 7 >-|§fl£ ( 1 
OmL) ^TjC^T. t°U V s ^ (0. 2 4 3mL) ©rhytKo^y^ (lm 
L) SrflSTUfco *»Ts l^ra9^#^> ##^J5-T?#e>tbfe^/V 2- 

/v-r^/) ja—ai?.*— biftlfcStt (o. 5 5 i g) Sr^bnufc. MJ^f^ 

T^>- (0. 4 18mL) ©7f7tKP77^ (lmL) ^T^. 
20 2^»#Ufc 0 $cJBE^i8S#, BW^KtK (1 5mL) &MtL, &&^A' (5 0 
mL) -CttttiUfCo ft^ai^/I^JiSrttJftl*** (1 5mL) T?S5felMft^ MtK^M^ 
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^*^*AT?ft0feLfco *ff*»U i«f>?tKa75y (lOmL) \z. 
mM^fro 5-^h^-2-[[(4-^h^-3, 5-i?*^fr-2-\i a V 
7/V7^^] -lH-^y^^y/-/W (0. 817g) , b 
yx^/vr^y (0. 66 1mL) , 4-^f;V7^^!)i?y (0. 0 12g 

5 ) sr^nu 6 o^c-ei 2B$mmw^fe 0 mmmm^ mmm^* (20mD & 

Mx., mm^JsV (5 OmL) l?ttfflUfCo I^^/Hl&l&fn^Tk (1 5mL 

USfjVfty w YJf7Z7J'— {^m.^;v : ^^f->-= l : 2 S J^V^T 1 : 1 
^»IH-5£fcfcJ:0> mmfc&Vuk^/i' 2- I C [6-^ h*^- 

10 2- [ [ (4-^b^^-3, 5-^^^/V-2-t°y ^^/V] ^/V7^^ 

f-ZV %~7$*~h<D3 : 20^S^ (0. 9 2g) £r$^-feT ^7 T 

t vxntc 0 

1 H — NMR (CDC 1 a ) : 1. 27-1. 34 (3H, m) , 2. 10-2. 3 
15 0 (3H, m), 2. 23 (3H, s), 2. 99-3. 23 (3H, m), 3. 

4 0-3. 8 5 (2H, m) , 3. 69 (6/5H, s) , 3. 71 (9/5H, 
s) , 3. 86 (6/5H, s) , 3. 88 (9/5H, s) , 4. 14 — 4. 2 

5 (2H, m), 4. 38-4. 60 (2H, m), 4. 82-5. 06 (2H, 
m) , 6. 9 2-7. 0 8 (7/5H, m) , 7. 33 (3/5H, d, J = 9. 

20 OHz), 7. 66 (1H, m), 8. 21 (1H, s). 

mmm 1 o 
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CH 3 



2- [ [ C (S) - 5 Y*i/-2- [ [ (4-^ h^->-3, 5-i? 
* f~jv- 2 - if y i?/v) **5-)V\ 7s)V7 4^)V\ - l H-^^XV 5 tfy~;v- 1 

5 1 0-50 4 2 9 0 ©llfj 1 {i|Bi©^&TM tfc (S) 

^v—2- C C (4-^ h^rv--3, 5-^^^-2-1:^^) y ^/V 
^^cz/V] -lH-^y^^^ (1. 3 4g) ©Th?tFo77^f 

(lOmL) ^##^!12-T?#^ttfc2- [ n ta %;Vi$=.;V) 
=c^;v x-*f-)V ^-^->(0. 91I1L), HJxW^(l. 08mL), 
10 4-v^5vKT5./ t°y i?^ (0. 0 1 0 g) SrSSflPU 6 0 'Cl? 6 H#P^# Ufc 0 
UJ±mm&, iWt* (3 OmL) &2JP;U (5 OmL) tltHlfc. 

Hm^^^S^iafO^TK (15mL) X~&&^ ^7Ka^^^!7A-X?^b 

/U:^y-ls=l : 2. ^tl : 1 TUt 5 r t K X Y) > ^®^b^ 

15 2- [ [ C (S) -6-^ b^V-2- [ [ (4-* b^^-3, 5- 

^Vl— 2 - fcT y * 4 — 1 H ^ ^V— /V- 

#,VT$~/i'] (y^w) r^y] ^^vv- h<£>3 : 2 (Dm& 

m (0. 9 2g) ^ffe7^;V7r^W^ UT#fc 0 

1 H — NMR (CDC 1 a ) : 1 • 25-1. 34 (3 H, m), 2. 10-2. 30 
20 (3H, m), 2. 23 (3H, s), 2. 9 9-3. 2 3 (3H, m) , 3. 40- 
3. 85 (2H, m), 3. 69 (6/5H, s), 3. 71 (9/5H, s), 3. 
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86 (6/5H, s), 3. 88 (9/5H, s), 4. 14-4. 25 (2H, m), 
4. 38-4. 60 (2H, m), 4. 79-5. 05 (2H, m), 6. 92-7. 
08 (7/5H, m), 7. 33 (3/5H, d, J = 9. 3Hz), 7. 65 (1 
H, m), 8. 2 1 (1H, s). 




>— CH 3 



CH 3 



^A> 2- [ [ [2- [ [ [4- (3-^ h*i/Zfvtf*i<') -3-^^/V— 2 

10 ^tt^ (hy^on^f;!/) (0. 291g) ©T^7tKP77yM (1 
OmL) fclzlC^Ts Witls (0. 2 4 3mL) <Z>X b 7 t: Kn 7 9 ( 1 m 

L) i«TU. tK^T> 3 0»m l^tWStffl&Jlfcsf'/W 2- 
f-fVT ^ J ) # — sf?*— h4£^:& (0. 5 5 lg) SrSfetobfeo h y 

(0. 4 1 8mL) b?t Kn75^f (lmL) §r^T^> 

15 t?2. 5^p^m#ufc 0 m&Wkffi'&, mmwtt a 5mD aran*., m**?^ 

(5 OmL) ^ttmUfCo ^^/ve^rt&fP^TK (15mL) Mfc 
ttlfc^*^£AT?<6flfcUfc. t*JBE*M£L i«7b7tFn77^ (10m 
L) ^jjfLfc, 2- [ [ [4- (S-^b^P^^) -3-^^-2- 
t'y^/V] -lH-^X^^^ (0. 7 2 3 g) 

20 N hyxf/l/7$y (0. 5 2 8mL) . (0. 0 1 

2g) &»nU 6 OtT'l 7^W^#bfc„ (40mL 
) ^P^.> B^Sfcm^/V (8 OmL) -Cfl&ffiL-fco flflfc^/Hl fcft#*iiD*C (1 5 
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mL) -vm&&, VA-vniskvito ummm^, mmw&mm®. 

x^m^^v-e^w) •emm-tzzbfcxv), wnfc&m (o. 4 4 g > «r&<fer 

1 H — NMR (CDC1 3 ) : 1. 31 (3H, t, J = 7. 1Hz) , 2. 05 (2 
H, m) , 2. 18 (3H, s), 3. 08 (3H, bs), 3. 34 (3H, s), 
3. 54 (2H, t, J = 6. 1Hz) , 3. 61-4. 01 (2H, m) , 4. 
08 (2H, t, J = 6. 3Hz), 4. 21 (2H, t, J = 7. 1Hz), 4. 
3 8-4. 5 4 (2H, m) , 4. 81-5. 12 (2H, m) , 6. 68 (1H, 
d, J = 5. 6Hz) , 7. 3 4-7. 4 8 (3H, m) , 7. 83 ( 1 H, d , 
J = 7. 8Hz), 8. 27 (1H, d, J = 5. 6Hz). 

m&m i 2 




CH 3 

2- [ [ [5- {*?7;V*U* h*ris) -2- [ [ (3, h^^-2-t° 
V i^/V) * *f~;V\ *,V7 4=.>V\ - l H-^yX^ 5 1 — i?v\ 

it^tV) 7^y] ^^/V tf?^— h 

^fifetr^ (M; ^nn^^vv) (o. 174g) ©7f7tKo77^i (8 
mL) ^7k^T> (0. 14 6mL) Orb7t Kn77^M (lmL 

) &mrvfr 0 i f&mmw&, ^nms^mhfht^^jv 2- 
r%y) %—&*—hm.mm. (0. 330 g ) &mtovtc 0 hv^/v-r 
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5^ (0. 250mL) <DT t Ko77^t (lmL) MLX? 3 

H#IRI»#bfc. tttEE*ML SHMfefc:* (lOmL) SrJP^., (3 0m 

L) T'^ttibfco ^^^/VS^rtafP^TK (lOmL) *fcM*Bfc^ 
^V^A-e|fe«|Ufc. flsfcffiMSU mmm&T h?K Kp77V (8mL) Kl?§fl? 
5 Ufd 0 5- (S^^tf-n* -2- [[ (3, 4 - b 2 - fcf y 

)V) ^^/V] X/V7^^] -lH-^X/f$^/-^ (0. 4 3 2 g) „ hV 
xf;V7$y (O. 2 7 9mL) , 4-^W^t°y^ (0. 0 0 8 g) 
£«1U 6 0tT*17. 5B£PflS£#bfc 0 ttffgftttfcx BH4^zk (20mL) 
&tin*.s WEWt^fA' (5 0mL) T^ffibfCo WtM^^M : &$&%ilk&.fc (10m 

y^W7A^P-7h^77^- (f^^/V : ^3^>- = 1 : 2 N iV^l : 

= 2:1, &^TBl?Sfc^A'-c»ffl) T?»54*fS - £ fc: <fc *K *&ffc-S*4& k2- I 
[ [ 6 - (i^/V^n t< b 3rV) - 2 - [ [ ( 3 , 4 -S?* b 2 - tf y i^/V- 

15 ) ^^A] ^;I/7^-/l/] - 1 H-^yX/f * 1 - -f /V] 

* f/V7 ^ 7 ] ^c^A h<£>l : KOWt^Wo (0. 0 9g) £r 

^7^^77^tifti bT#fc e 

X H — NMR (CDC 1 a ) : I- 31 (3H, t, J = 7. 2Hz), 3. 06 (3 
H, s), 3. 42-3. 9 8 (2H, m), 3. 87 (3H, s), 3. 90 (3H, 

20 s), 4. 21 (2H, q, J = 7. 2Hz), 4. 36-4. 54 (2H, m), 4. 
90 (1H, d, J = 13. 2Hz), 4. 98 ( 1 H, d, J = 13. 2Hz), 
6. 54 (0. 5H, t, J = 73. 5Hz), 6. 61 (0. 5 H, t, J = 73. 
5Hz), 6. 78 (1H, d, J = 5. 3Hz), 7. 15-7. 25 (1. 5H, 
m), 7. 44 (0. 5H, d, J = 9. 0Hz), 7. 59 (O. 5 H, s), 7. 

25 80 (0. 5H, d, J = 9. 0Hz), 8. 17 (1H, d, J = 5. 3Hz). 

mmm 1 3 
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HgC — N HgC 0— CH 3 



0 
0 

< 

CH 3 

ot^/V 2- [[[5-^ h*i/-2- [[(4-^ 5-^^—2- 

t°y^) 7;>7^=;i/] -3H--r^yy [4, 5-b] t°y^i/-3 

— T/V] (p^/V) T^/] cn^vv ^—jj^— 

5 I^Sfetf^ ( h U^PP^f/V) (0. 5 8 2 g) ©ff7t KP77^I (2 0 
mL) fc7K^T> tfy^>- (0.4 8 5mL) ©ff7t Kp77« (lmL) 

r ^ y) m^vv (i. iog) £»nufc 0 hy^^/vr^ 

V (0. 84mL) b7tKP77^t (lmL) SriT^ itt2. 5 

io Rtrasi^ufco mmwm&, mmm^K oomD srana.. wm^/^ (som 

^^^A"t?^UfCo »EEW»U a»Th7tKo7^y (2 0mL) ^ 
«?Ufc e #ISBH6 3- 1 4 6 8 8 2 KfB^^fe-e^Jifc Ufc 5 - * h^^-2- 
CC(4-^ h^->-3, 5 - i?^ ^VV- 2 - tT y ;*5vV] ^/V^xf^/V] - 

15 lH--f5^/ [4, 5-b] t°y (1. 4 4 g) % h U^W^ (1. 1 
6mL), A-i?*^/VT^; tfy (0. 04 9 g) 6 Ot;-e6 0#ftQ 

^ffi#f§#> aSftlC* (3 OmL) fc^X., ftlfca^A' (1 0 OmL) 
-ettfflbfeo MI^^^/Mi&t&fP&i&TfC (3 OmL) »cffifflfc"^*S<' 

20 - (gjsgfe^^vv : ^*y-i/= 1 : 2, I^Tl : 1 T?)|#MUfc 0 *?^*f->V 

at— r/v^tJMa^i-sr £fc,fc!K 9jBft«*J (o. 7 2 1 g ) fcfcfilS** L 
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X H-NMR (CDC 1 3 ) : 1. 2 5-1. 3 4 (3H, m), 2. 2 3 (6H, s), 
3. 15, 3. 32 (-^ff*3H, s), 3. 72 (3H, s), 3. 90-4. 53 
(9H, m), 4. 86 ( 1 H, d, J = 13. 4Hz), 4. 95 ( 1 H, d, J 
= 13. 4Hz), 6. 79 (1H, d, J = 8. 7Hz), 7. 95 (1H, d, 
J = 8. 7Hz), 8.2 2 (1H, s). 

mmm 1 4 




2- [[[5-;* h*rU-2- [[(4-^ h*->-3, 5 - i?;* ^?V- 2 - fc° V 
*?->V\ ^,vy^^jiV\ -3H--Y^y [4, 5-b] t°y^>--3 — f/V] # 

(^^/i^) 7^/] ac^/p Ti?^- h 
^»lf^ (bHnn^f/i/) (o. 5 8 2 g) <£>^ h7t Kn7 7^i (2 0 
mL) fc^T. try (0. 485m L) ©7h7t Ko77^ (lmL) 

^^/v T-fe^-h^m (o. 9 2 2 g ) ^^nufco hy^^r^^ (0. 

8 4mL) ©rh7t Kn77^$(lmL) Sri&T^, tMl? 2 I$F?g»#Lfc 0 

^ffa^s aw^(c 7 jc (3 omD mm^^ (8 omD -camufco 

^^^Jl^lSfP^^7jc (3 OmL) T?i5&*H£. mTkmWi^y^i/VAT^mis 
tea mi±mmis, aS^rf7tFn77^ (lOmL) (C^Lrt 0 #S§Bg 6 

3- 1 4 6 8 8 2{2l|B^^fel?^bfc:5-^ b^rv/-2- [[(4-^ h*c*y- 
3 , 5 ?vV- 2 - try v^P) ^ ^vl"] 7x;l/7>f=;V'] - 1 H— >f ^ ^ [4 , 
5-b] t°y^V (0. 8 5gK hV^^T^^ (0. 7 0mLK 4-^^- 
^T^yt°y^ (0. 0 2 5 g) 6 0°CT*5l$TOI#Lfc o ^i±^ 

ItK (3 OmL) ^r*Px. s g^ai^A- (9 OmL) -e&fciJLfCo 11^^ 
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^m&mmikM7k oomD xm&&, mymm^^^>^^x^m\^tc 0 m 

tS^tlci?), ^JStei^ (0. 173g) *m&mfct vxmtn 0 

5 1 H — NMR (GDC 1 ,) : 2. 0 4, 2. 09 (l§*§h3H, s), 2. 2 4 (6H, 
s), 3. 13, 3. 30 (-£^3H, s), 3. 4 5-3. 9 7 (2H, m), 3. 
72 (3H, s), 3. 97 (3H, s), 4. 15-4. 50 (2H, m), 4. 8 
5 (1H, d, J = 13. 1Hz), 4. 96 ( 1 H, d, J = 13. 1Hz), 6. 
80 (1H, d, J=8. 9Hz), 7. 96 (1H, d, J = 8. 9Hz), 8. 
10 2 2 (1 H, s). 

-fy^L#3g«ttt#, Ittt&mfc&fc&f&jKfcU ^L«T?flBHfib|Bte^5. 
15 It3 0 0mg^W (mg) 
• *T?^^A/*^JSSfc 110.0 

mmm 1 (o\^m 30. 0 

^Hfc^^fpA 2 2. 4 

5 9. 8 

20 tn^^Lt^A/ 3 6. 4 

ffiftlftft t Kp^ is-7r* \?}V*z)V a — ^ 4 0. 0 

3 0 0.0 



25 m^-hofij^-srtg'i* 
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*ffi«tt % H*-CWJR$ttfe#«2 002-1750 8 6 33 J: TJ*#® 2 0 0 3- 
04 1 0 8 5«rS«liLT*5»?^©p , g^f»^^B#^T^$tt5fec5-t?fe6 0 
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1. ^F7y^f,»t5»SiLT, Si: 

Xi 

x 2 y — 



Y— D 2 — " — Di-W— N 

v \ 
v -R 

— w, — z — w 2 — 

SO n (5£tK nttO, l*fc»2«r^i-) ^fcfi>N-E 

Ii7/^7;W77^^/H, t y — yv^/v^T^-r/^ r y -/v^^^^ 

& r!l-/W/v*=/vS, 7!J-;^M=/H, «^SSr#UTV>Tfe £ 

m-t-s m&m*&vx\,^x*> ^mkTkmm&^ir) emu d^^d,*^ 

2. -#5*; (I) : 
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Y— D 2 — u — Di-W — N 

V R 

s. w&^ui/mxhzmikmimmwk'a-mo 

10. Y&w.mm&mvx^x-b£\,^c 1 _ e $nk7kmm, •Mtc^m.mm^mvx^ 

1 2. -^(11) : 
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Xi 

Y — D 2 — " — Di-W— N 

v \ 
^ R 

(II) 

xm& z ti % ik&m £ fc ra^e ©it'^ s nt ^ i iB^^-fb^^o 
io -a^uts, umm&&vx^xh£<, m^m^x^xh^^mmmmm. 

16. (1) 5£(III) : 
H-A (III) 

20 (IV) : 

Xi 

Y — D 2 — " — D^W — N 

V R 

(IV) 

*>&flZ>fc&miiK.\tt(DM.^ fc5VM3:£(V) : 

69 



WO 03/106429 ^^PCT/JP03/07545 

Y-D 2 -^— D-W— N=c= X, 
(V) 

5 17. — IK^CVI) : 

Y-D^-C-D^-W'-N-C-X 
(VI) 

10 — Wl '— Z'— W 2 '— 

(i&'K W x \ W 2 ' tt*tb^ti/-«©««^7k*«*yt«:3|§^Sr^U, Z' 

Xi 

Y — D 2 — " — D.|-W — I 

20 



v V 



(IV) 
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r _ D _il — D 1 — W — N = ( 



(V) 
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